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Me 


Me 


Al 


lelrazol 


CHo 
I 


J37 


0 


CH 


953 


Me 


Me 


Al 


letrazol 


CH. 
L 


J63 


0 


CH 


954 


Me 


Me 


Al 


te(razol 


L 


J64 


0 


CH 


955 


Me 


Me 


Al 


telrazol 


2 


J65 


0 


CH 


956 


H 


H 


Al 


(etrazol 


CHo 


J37 


0 


CH 


957 


H 


H 


Al 


tctrazol 


CH, 


J63 


0 




958 


H 


H 


Al 


tetrazol 


CHo 


J64 


0 


CH 


959 


H 


U 


Al 


tetrazol 


CH, 
Z 


J65 


0 


CH 


960 


CI 


€1 


Al 


tetrazol 


CH» 

L 


J37 


0 


CH 


961 


CI 


CJ 


Al 


tetrazol 


CH« 
L 


J63 


0 


CH 


962 


CJ 


CI 


Al 


tctrazol 


CH, 


J64 


0 


CH 


963 


CI 


CI 


Al 


tetrazol 


CH, 


J65 


0 


CH 


964 


H 


H 


Al 


tetrazol 


CH, 


J37 


0 


N 


965 


H 


H 


Al 


tetrazol 


CH, 


J63 


0 


N 


966 


H 


H 


Al 


tetrazol 


CH, 


J64 


0 


N 


967 


H 


H 


Al 


tctrazol 


CH, 

z 


J65 


0 


N 


968 


H 


H 


A4 


telrazol 


CHo 
2 


J37 


0 


CH 


969 


H 


H 


A4 


tetrazol 


CH2 


J63 


0 


CH 


970 


H 


H 


A4 


tctrazol 


CH2 


J64 


0 


CH 


971 


H 


H 


A4 


telrazol 


CH2 


J65 


0 


CH 


972 


H 


H 


AI8 


tctrazol 


CUj 


J37 


0 


CH 


973 


H 


H 


A18 


tetrazol 


CH2 


J63 


0 


CH 


974 


H 


H 


A18 


tctrazol 


CHj 


J64 


0 


CH 


976 


H 


H 


A18 


telrazol 


CHj 


J6S 


0 


CH 
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r' 




A 


E 


G 


J 


m 


l 


976 


Me 


Ne 


A19 


tetrazol 




J37 


0 


CH 


977 


Me 


Mc 


AI9 


tclrazol 


CH2 


J63 


0 


CH 


978 


Uc 


Nc 


A19 


tetrazol 


CHo 


JS4 


0 


CH 


979 


Me 


Me 


A19 


tetrazol 


CH. 


J65 


0 


CH 


980 


H 


H 


AI9 


tetrazol 




J37 


0 


CH 


981 


H 


H 


A19 


tetrazol 


CH« 

z 


J63 


0 


CH 


982, 


H 


H 


AI9 


tetrazol 


CH, 


J64 


0 


CH 


983 


H 


H 


AI9 


tetrazol 


CH9 


J65 


0 


CH 


984 


Ne 


Me 


A20 


tetrazol 


CH2 


J37 


0 


CH 


985 


Me 


Me 


A20 


tetrazol 


CH2 


163 


0 


CH 


986 


Me 


Me 


A20 


tetrazol 


CH2 


J64 


0 


CH • 


987 


Me 


Me 


A20 


tetrazol 


CII2 


J65 


0 


CH 


988 


E 


H 


A20 . 


tetrazol 


CH2 


J37 


0 


CH 


989 


H 


H 


A20 


tetrazol 


CH2 


J63 


0 


CH 


J990 


H 


fi 


A20 


tetrazol 


CH2 


J64 


0 


CH 


99] 


H 


H 


A20 


tetrazol 


CH2 


J65 


0 


CH 
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^^m<0^7i--<>:<>(^y:/-ji^^nt^ (1) \zt4\^x . Ei^ 
COOH, m*«0(O«^, WTJC^^^fifcfe (A) S^Sitt (B) IrJ;*?®! 
mir ^ :l h i>>V i>„ 
^J&m (A) 



(•1) m i^) (O) 

Dl _ ^ ^POOR^ pi _ ^, ^.COOH 



■A 



(O (•<) 

[^•l'. Ztt^N D ^>'^Jr?T< U> R'^ R\ R*N A, C, J*3 J; Xtt fid iE 

10 yi- f 7 * ^ 1^ :^ T 5 > (a2) ^^^5, ixlc cSjiSrfitiS: ^ -ft: 
■B-¥s (a3) tuytifi^, K^^v^>^55«(*!: (a1) ^rSie; 

$ -ti: (a5) $ 6 C 5? KSI^flc (a6) SrR 

(a?) tt8r*P*fi-ilf~r -5 r tr J: ij ;9:^^<D^ VX-f ^ y 

y-z^Sl^^: (a8) Sr#SCt;5STt:^„ 

^ tej!S-i?lfeTs ^ifi - lOO'C (r)iB.S -CzKsg jtf i $ 5 t 

20 h 7 a: U i?T 5 V^gf (a2) i CS^O R ft ti ^ ^ If 

( J. Org. Chea. ) 1 9544^ 1 9# 63 1 -637M (Pyridine solution) S fc I* 
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(J.Mcd.Chcn) JSSa-^-Se^ 1175— 1187K (EtOH solution) IE « 0? 

5 NaOH. KjCO,«P ©#^E T (3 0 ~ 2 0 O t; CO laS 5 

^^«NaH, Et,N\ NaOH, K,CO,^ O ifi S O T 0 'C 2 0 0 *C 

» Sr J8 V> -5 • t *S » « L V"> „ 



^fiS£& (B) 



16 



alvl^ ^Jji^,^ R»-*^X'^NL RS'^X'^r* 



R»'^X NHi R»'*^X NHL 



(•1) <kl} «>2> (U) 



2^J 




R* X NHj OHC^J 
>1) <«*) 



•r&*3t>, 2-=i h D T = y > « W (iRl) <3D 7 ^ y £ «rL{r J: ») 
««U(bl)^^2,. K«*«: (a6> SrSfS^-tir (b2) «r 

# , lirtSLfdm-r^^tiZLt: 0 <bS) fir » -5 p (1>S) <D = h d X «r jb 55 
20 La^y^^7air^^•>'5^T^>»^^|^«s (b4) Ci^l^:CS,^^R 
IS S -tir , ■It ^ «b ( bS) i: L tft . r n /^ 7 W K 3. R ai 
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a T ^ y («1) Ji^^LT*l««<D*S^>7-f KBI^<4c 

(a6) SfcttT/i^T^t (b6) SrS*S:*-9:SCtJcJ;»?-fb^ 

5 4^ (b3) S:ii:^^§.5ritnrfi6-C*)5o fi^aSLi:L-C». ^y:7 
/V-:^ D T-fe ^--A-S. r-fe^.>^S-, t - h * 3}f , ^> 

i?/U-S^;e5^ff ?,ixS„ 2-= > o T= (al) tr/Pf^t 

KSI^i*: (b6) <DS*i;jt. LiAlH,. NaBH^. NaBH,CN, NaBHCOAc),«J 

ro;^o, Gf)t7 s. Kfe-S- *> « ^-S-, ^ T 1^: fig (C){::J;»? 

15 Kig-r^rirdJ-C^So 
•S-fifcfc (C) 



R2 




.COOR» Z^OCOtBu r1 
I fcl) 





HCX>C 

(c3) 




R'. R\ R', A, Jfc J: t>-Xli|«FS:ic:ra D T ib 6. 7^: yt* U w T R' 
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] 

•tfiioh. aj- >- X ^ 5 - 6- (a5) IC tert-y ^ > 

« ^ T 5 SMt: © ^ ff^ li « ^ 5IJ €:JB V> 5 - ift W i5 ^ t, n 5 „ 

<t L -CliDCC. DIPC, EDC-WSCI, JTSCI-HCl, BOP, DPPA^ idJ 
i^ifhtx.. - n e. «r ^3*7? S $ ^: llHONSu, HOBt, HOOBt^f 

<^f^>J--< ^^Xw- § ^J^^^-zu^a:**: (i) (r *5 v> -CEiJs COOH. 

15 fijcifc (D)t;i J; •? »JSi -5 - i ;55 -^ ^^5^ 
^fi£ifc (D) 



OH - 



(<M) 



25 TK^J-^i-SCltJcJ; ?)*«9gO'^:^Xxi' 
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l^^<r>ii^ r^-fk^ttjSj; O^DEAD, TMAD^ <^ T -g- tfe ffl V^ , 

b^y — A-. in;4;orfoS»^JC*JV'>-CW:, T \Z. ff^ ^ ^ (E) 
10 ^fifejfe (E) 




en^o XT Kfl:^«j ^ffl v^ s {i^fc-^^ (el) Jc>itu 

l>A*;t{ihy-f-^/l.T^>«f<D3&T§:^S:'ft:^4^> (el) (Cjkj-L 
XI — 5^^^/^'fi:eftfflv^-5(DJis J: v^ „ # E jj; {1 ot: - 200*^ ia ^ 
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(F) 

6 

R< ^ M ..coor' pi ^ .jCOOR' ©1 coc 

J J J 

(•7) (fl) (f2) 

r^Ct?', R\ R', R\ A. G. J:fc J: tFXfififtS l::!^ U-o ] 

i-J&^3*>. ^ >^->'i'fl:^«^ (a7) SriSfi*'fcfl2#4& 

*5J:0^/*fcf±^-'^sJt:^8l««: (f2) tun^iv^. «v^€>^^5^a» 

* Lv>. #Stf;rJ:iSStO'>'50'CSfit. »i L< Honc — ^jaTfi'iPir. 
- K: 6?) ic: 4- 20^ M e * -CI* T i- <5 » 

Ji . Na\ K* ^ (D T ^ V ±m :i- l Mg»\ Ca'* 0) T y ± 

5i & JR -< 3t- ; Al'\ Zn»- «SECD^flw';*-> : fcSVMiT>^-r, 
hyjc^yl'T'S:/. Jtf'U^'S^T^i's yc<''<>^t?T$>. foy 
> . f^yi^i^, f y . y (Lysine) , a 

2.'> y>. JL^y — yUT$i^, N, N-i^p'^/Wai^y — ^l^T?:^, 4- 
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^mmmi>^mtf btl ^ o /jr*»-Cfcv Na*. Ca*\ V i^:^ (Lysine) , 
5 :*:558g<^-OX-r 5 y y-yuR b h ^ - -fef ^£ ffi g 

-rso 6<) {cli . icsoa? looost T^ » ifc L < rio. 01 jEJi ± 100051^ . 

E <r if * L < tt 0. 054Jt -t 500* r<DJ;5'fcffKfcbh=¥ 

iou-rfir;st-5ciiSHrfifeT*>-5o 

1 1.x It. f»j;thf. »aR, isft. mA. mm^ a*, v^siBrt 

t^Tji??<^*-fe{lJ:«3fiKS!i-§-i:;SSTt'S« Suffix '>'Ci 
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it « 4- o « ^ Icii . «ij ^ « « , ^ y - A <c CO M <t L 
20 m^**:je^<©?fciS^^4'fe <^>;6S#{f ^>i^, !» % <D o ^y- * u v^ , 

KJt^a. m&m. i^ff-m. ^mm. mmm^ ^mim iy 

It 7k ^ 4r ffi £ c .t -C ^ -5 „ »?W <!: U T aS H «f 43 tJc (?3 ;^ ffi V^ 



5 5 « 
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04 

m^. ff-mmi^M. a ^> ^ « ^pj ^ <^ « « s: an ^ x * <± sm « &r 
Mmm ^ <D :^ m X m isi -^-r ^ m -k- 1 I, X (•): . m^&^^m, mtn 

c ^ y _ ^ ^ - JI5: 6<j li: ffi v> 6 5 5!l Jf^ JPl t o i§ * 

jfipi. sifflsu. mmm. m.<tm. ^^m^- <7>^m^^j<otffm 

isfc. cm 6 fit-* li, s ;£? c -c . &mm<om'^ . y< 

^ V T ^ & -7 ^ ji' ^ ^ m\>^it»iS . imm. <D ^ft^^ffx^ 

20 e 5 . 

O~3OOing/0/A-Cfc5. »jm, AT. IKS. SiK. jlEllg, & 
25 ft . IS , ® A J'j: f « * S P fi<l e T W . 0 - 1 ~ 1 O 0 m g / 0 / 
AU&Xib 0 . if*L<tt0.3-30mg/e/A-Cfe5o 
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®i 3^ «f <o fl- # W «L ;}5 ^ ff p> <S « 

5*: {c: *i V'' T >b IBI K $ tt, 5 «> o -c <i * v^. 

5, e-i^ y ^ yW-aT/U h 7 n U' V i; T 5 ^' 4. 5 g(33 mnol) <0 f J/ 

v?:^^«?*K(40 aDiLnmitmm 40 mKo.ee boI) * igs An L /c « » e> 
m 70%) 

2 ((5. 6--^? ^ ^ /P^ g y y — /P-2--r /U^>^)^ '^>'>)gcJe>^& 

iDg(0. 60 nnol ) 60 > ^ dWW T S K (2 ml) » tc h !) a: ^ ■;- 

^ '^84 u 1(0.6 BBol) & X/ 2--:^ u ^ ^ ^^V'5fc|S.§tt> ^ /l^ :x. 

13V iDg(0.6 oool) «r jR IW L /t . ^ ^> nfc»«: «r80'C -C i. 5iNFfH«t^ 
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Vit^. 7k $r*n;i?S^»^^vw-cttffl L Ale K ^ ^ =te S: M * «!t » 



146 in«# fc. (.iUm 90%) Yk^4&<0»KttLC-MS4-ffl V^-C^>^» 

tf-a¥^fi:M=326. 11 I^SiJM (M+H) '=327. 2 
[##0*3] 

10 3- ((5. e-t? ;>t ^ /w-^ :^ * ^ y — A>-2-^ y 5=-^v^) If u 

> -2- ^ ^ >^ 7^ 

gf-««i[M=341. 12 SISlte (M+H)* = 342. 2 

2- ((5. 6--:^^ ^ ^^^^^j^^yu):?^:^- 

3- ;»/i^3iK:^Bfept^yWj:.?^-r->>t^ 

16 g1-|?«SM=316. 09 (M+H)*=317. 2 

8-((5. 6--:^;p« X y -/ — /u- ^-^ ) ^ 3^ 

^ ly -?.--iJ JVt'l/^:^ 'J- }V y< =T 

Ri-»{ii[M=332. 07 ^ajffi (M+H)*=333. 2 



W- » flft H=298. 08 ^ W itt (M + H) ' = 299. 2 
m ^ /t/ :r ;^ y 



25 3-(^:^X^ * y/-/u-2->r>>u^a^p<-^/w)^ah73:>--2-:»yi^a}?:^ 

/ ^ J X 7^ /L' 

ft It «[ 11 = 304. 03 *fflltt (M + H)' = 305.2 



b ^ 7 - 



20 



lf»ttM=313.09 HiRI tt (M + H)*-314.2 
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2-(^> S y )/ - /i^ -2- ^ jl^ f :i- j\. ) y =9 -3 - i; /u Jit :^ 

f- Ay S. J- )V 

If l*: «[M = 2fi8. 06 ^ fllit (M+Hr=289. 2 

6 tfij: tf[M-264. 09 Jl^aijfia (ll+H)*=265.2 

^-((5. 6--:;? ^ P p ^ > X-r $ y y — yi^-2-x(' ^ p< )-5-^ p 

ti-»:|i[M=399. 96 liaHi: (M+H)*=40l. 2 

10 /V ^ T^'r 

?f3S|L|iLM=332. 04 ^aj^t (M+H)*=333. 2 

?I19l||[M=292. 12 (M+H)*=293. 40 

15 2- ((5. i?rpp^:^Xw'$ y — yU-2-W' 9=- :^ ) ^ ^ A>)-gc.as# 

^ =9- JV :x. 7- t\y 

lf»:ifM=366. 00 (M+H)*=367. 0 

2- ((5. P p ^ >^ X^ g ji^ ^ ) ^ ) f U 

20 Ifir ittM=366. 99 ^ » flS (M+H) *=368. 0 
fe^4g>No. 1437>git 

*> 6 CiC) L fcSf£;sSSSl::7K3(5-ft:> h y A ii Tng(o. 306 

■mol), T'h^fcKo:??^ 2 inl^»DX.fc, ##0d2T^6ix*:2- 
26 ((5, 6- p« ^ /U-^ V X-< * y — /i^^:^-) ;)t 5^ >'^ ) ^ S 

50iig(0.163Biiol) 2iyfl-^'PP;<g^yW-:t-:7:?U- 
V69 It 1 (0. 4 59 nool) M ;t , 60t: T 4 5 5J- fffl « I* b ^S: „ 2fc * JD ;t 



wo 00/03997 



PCTAIP99/03799 



68 



- 4:l)-C«f»Ux 2- ( (5, 6- ^ - 1 - ( 1 7 5^ 

y — /l'-2-'f' />^:^-)^5'/l-)^a.#i*7«^/W^J^7^/W23 ing(0. 08 
mmol) <C»7^h9t KD^^^-d ml). ^(0.5 inl)?;^«f{C:4ia 

^7k«^k y 5^ !^ (0. 25 mi) i- ;t. ^fi-cs^pflfti^ b 

6<J) 

16 »|i[M=452. 16 3I« A" <M+H)*=4 53. 2 
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e CD liKliLC-MSfr ffl ^ » h m ^ fr o , 
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m4i 



-ffc^^ So. 






i^sLmi^fm) %. 


390 


406. 14 


407.2 


29 


391 


422. 11 


423. 2 


16 


315 


417. 15 


418.2 


32 


376 


406. 14 


407.2 


25 


333 


417. 15 


418.2 


6 


S2 


416. 16 


417.2 


12 


83 


416. 16 


417.2 


9 


84 


416. 16 


417.2 


33 


97 


432. 15 


433.2 


18 


98 


432. 15 


433.2 


26 


99 


432. 15 


433.2 


8 


94 


470. 13 


471. 2 


14 


95 


470. 13 


471. 2 


10 


9€ 


470. 13 


471. 2 


13 


100 


486. 12 


487. 2 


26 


101 


486. 12 


487. 2 


8 


85 


420. IS 


421. 2 


9 


86 


420. 13 


421.0 


12 


87 


420. 13 


421.2 


44 


88 


436. 10 


437. 2 


42 


* RQ 


436. 10 


437. 2 


40 


90 


436. 10 


437.2 


28 


91 


480. 07 


481. 0 


12 


103 


427. 14 


428. 2 


12 


104 


427. 14 


428. 2 


6 


105 


427. 14 


428. 2 


11 


784 


434. 11 


435. 2 


36 
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SJ42 






it^m No. 






mmm (MfH)^ 




787 


468. 07 




469. 2 


31 


112 


418. 14 




419. 2 


40 


141 


480. 12 




481. 0 


72 


138 


494. 17 




495. 2 


34 


135 


446. 13 




447. 2 


19 


137 


47a 17 




479. 2 


6 


143 


452. 16 




453. 2 


35 


142 


452. 16 




453.0 


30 


139 


428. 16 




429.4 


22 


140 


458. 20 




459.2 


5 


63 


424. 12 




425. 2 


25 . 


311 


453. 15 




454. 5 


21 


115 


430. 17 




431.5 


68 


116 


430. 17 




431.5 


52 


117 


430. 1 7 




431.5 


41 


118 


430. 17 




431.5 


56 


125 


462. 16 




463.0 


59 


126 


462. 1 6 




463. 0 


25 


128 


492. 17 




493.0 


27 


134 


446. 13 




447. 0 


34 


108 


446. 17 




447.0 


75 


107 


446. 17 




447.0 


57 


119 


470. 06 




471.0 


36 


120 


470. 06 




471.0 


57 


121 


470. 06 




471.0 


60 


122 


470. 06 




471.0 


37 


123 


430. 17 




431. 3 


57 
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<b^*b Mo. 


3M$:ii M 








124 


462. 16 




463.3 


67 


127 


462. 16 




463.3 


62 


129 


446. 17 




447.3 


47 


130 


446. 17 




447. 3 


40 


319 


425. 12 




426.3 


30 


506 


466. 17 




467.2 


16 


505 


466. 17 




467.0 


14 


93 


480. 07 




481.0 


45 


136 


478. .17 




479. 2 


60 


37 


402. 14 




403.4 


25 


39 


442. 03 




443. 0 


51 . 


317 


403. 14 




404.0 


56 


318 


443. 03 




444. 0 


46 


380 


441 14 




443. 2 


51 


377 


420. 15 




421.2 


34 


378 


460. 04 




461. 0 


30 


386 


414. 10 




415. 2 


37 


383 


392. 12 




393.2 


30 


384 . 


432.01 




433. 0 


29 


395 


458. 11 




459. 2 


23 


392 


436. 13 




437. 2 


15 


393 


476. 02 




477. 0 


15 


401 


430.08 




431. 2 


SO 


398 


408. 10 




409. 2 


20 


399 


447. 99 




449.0 


7 
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it-^f&a No. 






IK^C^fTli) % . 


544 


476. 18 


377. 2 


62 


50 


418. 14 


419. 2 


42 


459 


382. 08 


383.2 


65 


402 


436. 04 


437. 2 


50 


1 


368. 12 


389. 0 


38 


161 


456. 05 


457. 0 


54 


81 


402. 14 


403. 3 


57 


154 


444. 13 


445. 0 


32 


160 


408. 10 


409.0 


72 


159 


421. 15 


422. 2 


84 


148 


482. 17 


483. 5 


64 


149 


453. 15 


454. 5 


71 


155 


459. 11 


■ 460. 0 


64 


150 


453. 15 


454. 2 


36 


151 


487. 11 


488. I 


62 


153 


460. 10 


461. 0 


69 


152 


454. 15 


455. 0 


62 


64 


430. 06 


431.2 


85 


455 


410. 11 


411.2 


17 


596 


430. 14 


431. 2 


56 


53S 


4ia 17 


419. 2 


20 


34S 


436. 10 


437. 1 


50 


352 


458. 09 


459. 2 


74 


168 


470. 06 


471. 1 


57 


355 


504. 02 


505. 0 


26 


174 


492. 05 


493. 0 


89 


358 


526. 01 


527. 1 


38 
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^45 



it-aW No. 








324 


493. 04 


494.2 


32 


320 


431.08 


432. 1 


15 


147 


466. 17. 


467.2 


72 


616 


490. 16 


491.2 


22 


805 


382. 17 


38a 2 


52 


804 


368. 16 


369.2 


56 


66 


438. 14 


440. 2 


54 


592 


430. 14 


432. 3 


5 


811 


380. 16 


382. 2 


72 


582 


436. 06 


437. 1 


. 59 


580 


436. 06 


437. I 


59 . 


584 


480. 03 


483. 1 


37 


583. 


480. 03 


483. 0 


52 


578 


420. 09 


421.2 


30 


574 


416. 12 


417. 2 


39 


595 


452. 12 


453. 2 


22 


594 


478. 14 


479. 1 


23 


588 


432. 11 


433. 1 


65 


587 


432. 1 1 


433. 2 


48 


586 


432. 1 1 


433. 1 


50 


590 


427. 10 


428.2 


24 


589 


427. 10 


428. 3 


17 
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7!5 

5. ^ f^/U^ * y — /^-2-^±-- jV 236 mg (1. 32 

mmol)(0 i/ 'f' tVit^ Kr ^ K 2 ml^JftJC hy::i^A'T?:^2 76 p. 
6 1(1.98 inmol)RtF2- (:/D^cr^yi.) g^S^fft ^ _ ~f ^ ^ ^ 

538 »ig(1.99 mniol) Sr»0 ;t T > HOt: T 3R!F M » L ^i: „ S ij: T 

7 ■^^ :fi^»:c ^yu = 3:1)T««?U. 2- < (5, 6- ^ ^ /V 

10 ^>X^ 5 ^^y-ZW -Z--!' /I'^f ^yW)§Je^:§||je t- IT' ^ X 

yl-Sr 288 Bgfit, 59%) 

2- ((5, t-V * ^ >/_yV_2-^ -'l')^ A 

#fiil t-?' ^ J- >^ 7" >»P SOng (0. 082 mmol) Sr rJ' n c sj^ A 3inlfr 
l&/l?L, hy^i^/UT^V 17*tl (0. 123 nnol) . ^ > V ^ A' \3 
15 y K14m 1 (0. 123 nnol) t «HC T S J& 21^ 61 » 1$ L „ ^ fg: 

X 5 - yi- -2-^ 5^ 3f ) p< ^ ) 3? S # Sfe t-:/ ^- /v ^ -7 ^ 

2-^ yi'^:*-)/. ^>U')^fi.#fift t-:^5^ypai>^-5PywSri/^r □ o >j ^ 
lml{::;^^L. h y 7 a inl ^ An x. T 61^ PpI ^ "C «8 ^ U o 

tf3SC«[M=416. 12 ^SH£ (M + H)*=417. 0 
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7C 

6 ff-l? iaM-452. 09 ;^«[ (M^H)*«453. 2 

3-(-^ 7 ^/P ^ y p (5.4-b) y v?>--2-5"7h->U<0$i! 

2-r 5 y 3-= h o f y i? 1680 ag(12 mmol) <0 ^ ^ jj^ A 
10 r 5 K (20 Bl)»agnr 7k *ft: h y a 75 agCO. 55 inmol)& tKl-i?' 
o o ^ /P-^- ^ ^ U 74 p 1(0. 55 amol)=tmiN L Tii « ^ » 

15 4:1}-C1^»I -t- T.^^Upt (3-= h c (2-t* y i^^U) ) T ^ 

^ 903 ng^Tt, (ttxm 27%) 

^hfhti^y'^jv:^^/x^ (3-= h D (2-hr y >• 900 

■g(3.2 mnol) <0 ^ y " (40 nD^iRJc, 10% Pd-C 90.0 mg^j^ 

20 K »ia LPd-Cit «Z U ^V^it. e S: « li L (3-T 5 

/ (2-f y i^VU)):^ 7 f^yp ^ 5^ Z S :x Sr«60 mg^Th, (IK^ 99%) 
# ?>n*i (3-T $ / <2-f y 7 ^yU^ ^/UT $ 860 

nig(3.2 BinoDO a: ^ y — /PjjSf »: (20 ■ 1 ) {Z: " «l fl: ^ 3g 6.1 ml (102 

25 ^fiU r 5^ra»g L fee «fttlL*:itjBSr«©L, :^ ^ J - fV (5 
ml)\z.XZmVci¥ L/C, «EET80t:f::-CS^Rgftj» $Hi:^S<k^«»* 
555 ag#^. 
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(ItK^ 56%) 

If ^«iM=29l. 08 Haiii (M+H)*=2S2. 3 

3-<(2.5--:^pt ^.>W:7 jc=ytx);>t f^^V)^ $ y >^ p (5.4-b) u 
2--?^ >>w<0 fi{ 

4fo © flk S {± LC-MS ;a v> T ^J- ^ S 5> PI ^ o fc: . 
IHf flIM=269. 10 Haie (M+H)*=270. 2 

^b:-e-4feNo. 256CO MiS 

^/u)^ % dry a (5. 4-b) f y :^-2-^ A' 30 ing(0. 1 BOol) S: 
ffl V> T2-((3-(-^ 7 f^yU^ 5 <S. 4-b)) f y >'-2-^ 

70«) 

n hi^.1i.2-{{Z-{')-7 ^/V /■ /V)^ 5 r y D (5. 4-b) t* y i?x-2-^ 
^/i')5fel!.#lftp' ^/i'^;^-?"/^ 30 Bg (0.068 BBoDSrUffi 
0^1tRI«o;&-ifcl::J; •?*U;4c^>»Sft;^^fTV>. « JB -fb ^ €r 18. 3 ag 
nit^ (J|Xi*5 66%) 

W»flffM=425. 12 (M+H)'-426. 1 
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it^'m No. 


Emm M 


nmm mm 




253 


403. 14 


407. 2 


67 


327 


404. 13 


423. 2 


46 


329 


426. 12 


418. 2 


58 


361 


437. 10 


438.0 


52 


364 


459. 08 


460. 0 


66 




it-^m No. 




mm <mw m 


H^nw % 


321 


428. 13 


429. 2 


27 


354 


461. 10 


462.2 


20 


460 


379. 14 


380. 2 


19 


^48 


it^^ No. 




^mm mo'' 




52 


498. 15 


494. 2 




53 


493. 13 


494. 2 


11 
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70 

4-^ ^yU - 2-:= h o T y ^ 913 mg (6 mnol) ^ T ± h =■ h V /l- 
(1« nl) {C S?« $ MtK h ]) y A- >tr u JS^^ i.oo inl(7.2 mmol) $r 

4-;>i ^ yW-2-— hP-hI/^yl':*-ctT-fehT— yi«* I. 396 g (5. 6 3 
mmol) S: > ^/U* /W A T 5 K (1 4d>] ) {c ^ /If $ -fr , ^ K II A 

10 940 mg (6. 80 mmol) ^ I - ^ u XJ :^ f- j)^ y -{f u 1.15 g (6. 51 
Dmol)^^i&f-C«R{wJ!)0;t,. loot -CJ&PSR L/C, mm404>^, 
TkK^b:?- h y J^AmW. mi) <Sr ^ X ^ 155^|S1 ^ (D ^ ^ 3S^ft U 

fco l54}-fi&, * (180 Bl) Sr So ;t T 413 -C — 

L/to ^Cfcil^S^^S'JL, ^*ife$-&-C. ((1-^- 7 5^/>) ^ 5^ 

15 yl') (4- ^yW-2-n h cr -:7 31 riyl-) T 5 > 1.587 gSr#fc<. ( UK ^ 
96^) 

(l--:*- 7 ^ yU) > ^/U) (4-^ ^/l--2-:=. hD-7jin/>')T5>' 
1.0021 g{3.43 mmol) \t :x- if J — /l- {Bml) ^ 1 . 4- =^ •^^ (5ml) ^ 

»n X s $ e» {C2. 058 MTkKffc-^- h y (1 ml) -SrAn ;t -C, f6 

20 *&'C«JEUfc. 15^>g&. -< yi- ;^ C, ^ L s Sfa^5jc 897 

mg(l.'}.72 mmol) A L ito W ft W U« jUl IS {C "C 2B* fH iS L 

fz. 21^ ^g^. Eg lib, i^fijf ^ ^ /V (50 ml){C^75^L, ft j|S 
;K (25 ml)T2@ifc?* L^ho fiS « ^ ^ ^ T «fe ^ . MEffi^Se: 
jift $ mfe /i-ft to ((1--:^ 7 ^/^) ^ ^yp) ( 2-T ? y ^ 
25 943.1 nig^^^„ 

((1-:^ 7 ^y^) ^ 5^yv) ( 2-z ^ y -4-^ ^yw-^ 31 - 
) r 5 943. I ng(3. 59 nmol) ^ y — (6. 4 ml) (C ^ ;0> L , 
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-«L<tiptm 7ml (116naol) t- AP ^ X , « «C U 7t , 10I»$|HI&, ^ U \Z 

ML, «JE«ISL, mmi::.^ ^ y - (2 nD^rJia*. r^mrao^^ 

6 ah — yW«r 459.1 mg^ >i: » (UK* 44% 2stepa) 

— /W 431.1 mg(1.42 mmol ) ir ^ A- A- T ? K<12 ml) |C 

hJJai^yl'TSI/'O, 296 ml (2. 12 bboD^ 2-^0^^ =9=-yi'^-& 
If fife 1?^ >^ ^ 7" y^ 390.1 Bg(l. 70 anol) <t An ;t . 80t: Sft L :t , 

10 5B$Pg50$)-SI , $ €> {w ^ y ai 5=- yw T 5 0. 296 inl<2. 12 maol) . 2- 
y a ^- y ^ yV-^ -9=- yV'^ X yt' 326 mg(1.42 mnoD^iW^, 

10^!)-ftl*!4 L )t . COlfe. «E«liL. ftfife^if^yKSO ml)H» 
i)-L. 7k (30 inl)-C2|nJifc}^ L . fiSfift-^ l> A -CftSR U ^to 

?:ScGI««L, JS?S7i»6B^«5^^yV'-'^^f-:^Tlgafli$-UrX410 
16 Bg, ^ fcSiK ^ y -i^yi':* 7 A ^ a -7 h ^ — (^dpf-:/; 

g^Krcf-A- = 6:1) -CiSKUs l^&tWi\:^m^i:mttiVS7 mg, -g- 
ef 497 mg© 2- ( (1- ( (l--t- Z7 'S- JV) i. ^ /V) -6-;i< ^ yU-^ X ^ ^ 
^y_^v,_2-^^i,f-2}-)pt ^/u) 3c-&#K;<f^yw^:5^v^yt'?:fl.fco 
(iR* 78%) 

20 2- ((1- ( ^yw)^ ^y>-) -6-^ ^yu-^ X^; * ^ 

2-^ Jl^^ zt) M ^l^) S«= «f > 5^yl^3i ;^ 7" yW 497 Bg( 1.098 nnol) 
Sr y ^ y ' - yl' (10 ml) . V" f 7 K n 7 V (10 ml) i§ L r 4^ 

:e*K{t: y 5^ (6. 86 mO ^ jlra ;t fc„ Hi:: > ^ y — yu (10 

ml), 7^ h 7 t K P 7 7 ^' (10 ml)^AO XL7t„^ia-C2^raS0^>»# 
25 Lftm. ffi ft 31 >fi6 7k fiSjft" Sr (10 inDAu x: TSJf; * f4i Jh . «JE jg 
in t 1/3SS * r« ft»^^yK80 mDizmn^VX. 

tK (20 Bl) T'5@ i5fej^ L W«iB*«E«IRU, H iic r -fe h ^ 
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r y /KlO ml)i:)}Dx.xmm ^ Z ft ^ & ^ . 

^mit-^^ ^ 4Z9. I mgnit, (KK^ 91%) 

tf»li[M=438. 14 Sa^^iC (M+H)* = 439. 3 

^aw = 454. 14 iffl ^tf[ (M+H)*=455. 3 
10 [^Jfe«a9] 

2-= h o T =. V >- 829 mg (6 bboI) t 1 - ;^ ^ K — /I' ;& 

a? t K 1242 Bg (7. H Bmol) «r7^ t Kn7!7>'20 mll^ 

^^U. B^£^200 u 1. NaBH(OAc), 5087 ng (24 bboI) ^ Iff (C jiia it 

gfea^^ykTttffi L . *R * SE K :^ S V !> A T ft «R « , ««CSre*L.fe. 

95:6) -r fijfil U . ((1-;^ ^ Jl- >f > K — A'-3--C A' ) ^ ^ ) (2-^ h a 
7 ^/V')T^^ :^*-264 mg»;t„ (JR^^ 18%) 

20 (d-^* ^A'^Cl^ K — yW-S--f ) ^ ^ .Hx ) (2-r *>':7:.i=yU)T5 
>• 264 mg (0. 939 mmol) ^ ^ y ^ {10 Jul) IZf^MX^-. Pd-C SO 
Dg (lO%Pd, 0. 047 BBol) JbP ;t T*5« 15i H T . Ig ia "C 6 IQP W ft 1* 
Dte RJS*^Tft. Pd-C«r 6»J U»4lt * « * L . ( (1- / ^'U -i' K 
-/U-3--C /w) p'^/w) (2-T ^ / 7 * = /U)T ? ;^^S:212 Bg#fc^„ 

25 ((R^90%) 

(<l-p« ^/^'C > K — ^U-S-'/ -'U) > ^/w) (2-T t / 7 i ;t^u)T $ 
>' 212 og (0.845 nnolXrf y 5^ >- (1 ml)lw?&»L» -jft-fclftSRl 
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inl(16.9 nmol) Sr^JD X. r , S ^ fiS 55 T , 1 ^ M ® L . &m^W 

= 2:r)-C^S!b, > K ~^-3-w' yl') ^ ^ ) V X 

-< 5 ^ y — 3t- — Sr96 ing#;fc. (UK* 39%) 

6 *> 5> U L JhSJS^rSSJrjKitSft:^ h y A 12 ng (0.342 

nmoDx ^ A- :^^ /u A r 5 K (2 iil)2:Jta^fc, 1- ((1-^ 5^ ^ l;^ 

iBg(0.171 niool) &0«2-:^ci ^/U^^igcgg^ ^^V^;;^^^,^ 59 

ing(0.257 tiaoiy^Mx.. 60*0 T 1 1^ W L . ;i< Sr AO ;t fi* K ^ 

10 Ji-xmtiiV^t„ K ^> /I- 48 IS fifc K h y J. -C ft i!R L ^ , 

15 2-((l-(< 1 :^ K — yl^) ^ f-zV)-^-^ X ^ % ^ 

-/V'-2--l' /U^5f-)pf ^yW)gf ^^31 ^ 54 Bg (0.122 

mmol) -5^ h y t K n 7 7 V (2 nl) , / - /v (i ml) » « {:: 4^ 

fe*g(^<bj;^!?'J^*«5*0c(O, 5 iiil)SrJtlI);t;t. SiBT — l^fe«^!^Lfc^^, 

fc. «i«2r«ffie36L, «affc^4b^48 .g^fc/ (iR^ 92%) 
Itl* |SM=427. 14 (lli-H)*-42a. 2 

>flV>T, fltr«E«47<Ofk^«i Sr#fijj u fc. ft # Kb © W gg |1 LC-IIS^ ffl 
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inmmn] 

h t:> \iif> tftm L it R ^ \z m <t -r h V ^ J- 104 iig(2.86 

omol) , -7 h 7 t K n 7 -7 > 1 6 ol S: *0 ^ ;t: o 2- ('^ X * y >^ — 
5 /Wf^-aJ-pt f-yU)^*^^ ;^ f^yuar ;^ 428 ng(1.43 mnol) 

RV^2- (yvi'^^i-yU) t. - y^A'^y^TJl' 466 

iDg(3. 46 BBol) SrJtlB X , eCC T?50^>Maj!? L ;f< ^ ilP ^ ft IK 9^ 

10 aif^yu = 3:1) TfSfti L . 2- (.(I- ( (2- ((t-zf 'f- ) :t ^ > :^ :^ 

#iS ^ ^ >'^^ ^ 7^ /1-495 mgi^r^jto (4?^ 71%) 

2- ( ( 1 - ( (2- ( (t- :/ 7=- ) =¥• v' * jK ^ A* ) 7 3: =^ yu ) ^ -9^ ) ^ > 
$ ^l'~/i'-2-V /V-5=-:*-) p« ^yt')^SS=»-7« ^ A-ai ;^ 248 
15 ing(0. 51 amol) iz 4m -^m. Bit :t ^ 1.28 ml (5. I 

((2-((2-(> h ^ :b /V'T^ :^ /I') y =.A') ^ 'f- :^ X ^ t y 

2-((2-((2-(^ h ^ '>:*yi'd?^yv)7 3;^yi')pt ^ yi' ^ :*-)'<:/ X 
20 ^yyyyl') ;^ ^ yl' ) 3^ # g| 180 mg(0. 42 mmol) ^ li' n n yl^ A 
(6 mlXCjgftf t^ IKICHOBT 68 mg (0.504 lamoD.Tc:^ V >- 46 /i 1 
(0. 504 mmol) . t — ^ ^ — yu ( 1 . 2 ml ) i: EDCI 97 mg (0.504 

25 y*yyl'*-5A^D-x'h^7:7>r — (-^.c^-J^^-.-e^ggac^yV =3:2) 
}c J; t) ISSi L , 2-((l-((2-(N-:7 31 :^ yu yu ^ ^ yv ) :7 31 =yu> 
5^/i'5^;^-)'<:^X.< 5 yy — yu -2— < yu ^ ;c- ) > ^ ^^ ) ^ p< f- 
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yUa:^7^yU^86 Bgftfc^ ( «R «P 40%) 

# t> iX }t 2 - ((1- ( (2-{N- 7 a:. = :» ^ ^ yl' ) 7 =^ jU) ^ ^ /U 

/> 86 108 (0, 169 aaol) 07'h7l:Ku77>(2 ml) , / — 

5 vKl »l)#S«{C4«;&;tc|K^ U ^ A (0. 5 ml)«riJD^t, 60 

i •^:2iR?FlW»Jt t . 6« arJfi fife ;t< » Sr X. -C R *5 Sr fit JL 

83 iiig#fc. (iR^ ^ft6«j) 

10 ft: ^ ^<^« 88 II Lc-Ms^ffl ^>T^5■^ftA»e>l^3^^r^To Alo 

tf^flffM = 493. 15 l^ailff (M+H)^ = 494. 2 

15 ■^fc'g•«&t^)^?feK«:LC-MS€rffl^^T4)^^fia»^,Pl^Sr^To fco 

*> e> U *6 ftj* L fcSJ£:^SI liTksff K y 400 mgdo. 0 

BiDol) , p< A r 5 K (30 ol) S: Jim ^ :to 2-(-< i^X^ * y 

20 — 5^ ^ yU)^ SH^ie ^^^31 u:^ 7^ /I, 1500ing(5.0 
oiBol) BlXTz/ o t - Zf ^ ^ y^=r /V 1463 mg (7. 5 mmol) ^ Ap 

25 2-(2-((2-(^ h^'>i^A^^=^/\^):Ps:.=-A^)^f'j\^'J-zty^ X ? 
'/ y /^)fi^Kt-7^5=■/^rc T'/bJSr 12 98 Bg^lSJ^o «K ^ 63«) 
2-(2-((2-(.?< h ^ A' jK = ) 3i n /V-) > ^- ^ ;^-) ^ X W 
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$ ^ V y yi^JRfie t-:/ ^Vl'oi ;x 7^ /I. 1290 Bg(3. 13 bdoI) \Z. \ )^ 
2hcrg^gf(15 inl)S:»D;iTMia-C|^««|^Lfco ?S ® * L ^ « , 
J^fiETT L , 2-(2-((2-(y h ^ e^A /Ud^-yW):? r^yV)pt 

^>J-)-OX^ §^^>'y/l')ftj»Sr715 BK^fc, (ItZ m 64%) 

2-(2- ((2- (pt h # 2^ A yl' = A') :? 3. = yU) ^ /L. ^ :^-)^ 
^ ^ y y >^)BI K 35 .Bg(0. 1 Bool) Sr V" h 7 t K D 7 7 >' (3 Bl) Id 
is*? L . T ^ y > 1 1. 2 Bg (0. 12 BBol) , EDCI 23 Bg (0. 12 bboI) 

U . 2-<(i-<(N-7 yt':l;yu-'<-t-i'yu)^^yv)^>X>i' 5 ^ ji. 
64%) 

#^>iXfc2-((l-((N-7* = yU*yl'^<JE--fy^)pt^>U)^>'X-< ^ ^ 
/ — r yi' f=- ) yu ) ^ « flit / 5=- yu ^ yl^ 20 ng {0.046 
Bmol)$r3lifi#»)ii |Sl«{dAD;^c^«??Jrff v^^jB■fc^4fe^:6.9 Bg#fc. 
(ItX^ 36%) 

If J)L<KM=417. 11 ^J|)<a(M+H)*=418. 0 
[|?Jfe0Ul43 

I4i49»::^i-<t-g^«j «r Wit. 

-ft ^ «b <^ W K LC-MS«: fflV'^Ti»^ft;6*6l5l3e«r^T-:?fco 
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^49 
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<t^m N'o. 




(M-rE) 




622 


43L 13 


432. 3 


5 


621 


431. 13 


432. 3 


5 


620 


431. 13 


432.3 


21 


637 


447. 13 


448. 2 


13 


636 


447. 13 


448. 1 


23 


(35 


447. 13 


448.3 


44 


642 


442. 1 1 


443.2 


27 


657 


467. 13 


468. 1 


19 




it^^ No. 


ntMik M 




.765 


457. 15 


458.2 


5 


767 


457. 15 


458.2 


32 


^51 


{fc'&'fe No, 








866 


434. 13 


435. 2 


76 


869 


456. 1 1 


457. 3 


83 


904 


468. 09 


469. 1 


52 


937 


436. 1 5 


437. 2 


61 




<k-&^ Ko. 


M 


<MfH)' 




953 


476. 18 


477. 2 


36 


985 


428w 18 


429. Z 


67 



977 



400. 15 



401.4 



2 
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6] 

2-((l-(2- t: K P ^f- ^/U)-S.6--^7< 5^/1^^ :/ ^ $ ^-y — /^.-2- 
##«^J2-C^5 OiXfc2-((5,6-i^^ ^ /V^ l^ ^ ^ ^ / ~ ,X, - i - 
6 >'l'^ ^ ^1^)3? S * « ^ ;^ 326 mg ( 1 unol) (7? 

^- /U /I- A T ^ K»}Kl3. y 2. 207 ng (1.5 aaol) i 2 - 

7' o ^ 31 iJr y — A- 150 ng (1.2 mno I) Sr SI JiD L ^ 8 0 g Afl 3Rl L /fc ;d J 
6 12iHpBfIffi*P L ;t„ S;«SII-T«, ^"T^yw-Ctttti « fit Sr ® & L, 

10 =4:1) -C<»«} L^a-fc-a-^ib 4-248 ag#jt, ( HX ^ 67%) 

W-l^ iiaM=370. 14 sj^aSfiL <M+H)*=371. 2 
r^lfe«»ll5] 
fe^4*>No. 736<Og!}igf 
15 ##«6T# f>^V*:2-((l-(2-t K o ^ yl^) -5. 6- p< ^ ^ 

r^:/-^' ^ V y — -'V'^^)pf ^^V^;x.7^yv 45 

ng (0. 12 niHiol)<^N-^ ^ :^ }} (3 ml) J$ *S J^L , Pph, 62 mg 

(0.24 mmol)^ DEAD 10.6 ml (40% in toluene, 0.24 nmo 1 ) ^ JS/fl 

mg (0. 12 mmol) ^ 

7 — {-^ •i^ :^,:g^ ^/w - i:l)lc: J; t> »KL2-((5,6--:^^ 
/l'-l-(2-7 3. y ^ >^X-Y * — ^ :*-);»« 

^i^)^J&S=afe7' ^>^3l ^ 7"/WiS:44 iDg#:feo (tK^^ 81%) 

» e> n z-((5, 6--:^ .?< 5^yu-i-(2-:7 3c y re ^ yu)^ > * 

25 ^^>'-/l^-2-^' /W^5j-) p» '?^yw)^.e.#gg ^ '^'/Wai ^T^yU 35 mg 

(0.078 amol) ffl ^^ T . ^ i£ 1 <?: fSl «l w ;)!? {- T J* * « 4: 
frV^, ^@^k#4fe3l agSr^^, (l|K ^ 94% ) ^ O ?i S {± LC-MS 
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11=432. 15 nana (M + H)* = 433.2 

I % mm 161 

^it ^XT^ b i^ /ii <t:-^4filNo. 68<0 a: 33 a«(0.O75 bboI) 

10 <0 a u ^ :^ ^ t0c 1^ T X 50-^ 60% a- Jr n niS^S^ffi? 

26 mg (0.083 mmol) SS AU U . # €> ix ® S: ^fc T IC T 2^ RJl flS 

«*U;fe«,fiafn£Sife?ic3(f^ f y ^ J» » iSHc & i^' ^ u u jh ^ m x tH 

15 -l-d-:^- 7 X-r 5 ^ :f - A' ) Jl^ :7 ^ ,u } 

j« 5" .'I' ) S # K ^ ^ aij^ -7^ 7. 1 Bg (IS 2 1«) # „ 

76%) 

20 th»:<SM=440. 12 HWIS (M+H)*=441. 3 

LmmmiB} 

^ife«aj2-C^ e>Hfc{k^4S»No. 37<Oai 39 mg (0. 094 mool) 

<D 'Z^ ti ti ^ :y (5 nl)Sg« IC^Kffi^TJ^l -C50~60%i»-:5' a d 
25 #il 64 ng (0. 374 mmol) Sr » L « f§€jJxfc^iR^lg?a 1^X48* 

nfi«*^L;&^, ofti^njfcss-^- h V is m li. € ^ d ojj^/ua-c 
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(((l-((2,5--:^y ^^-7 jtnA-)^ ^yl')'<>'X-i' * ¥ V — A^-2--i 
/U)>^yiyd^nyX^)^ 5^A'3c:X7=-/WSr37 ng^ „ ( 

6 2-((<l- ( (2, 5--:^ ^ 7 a: =. ^P) ^ ^ /l- ) ^ > X « ^ y ^ -2- 

^/l^)^yU'shc:i/l-)yf^yV)^^#jife^f^/P3i;^7^yU 64 Bg (0.1 4 
mino])«-^16 0ill t IS]«l(rAD*:9-^? LT, «? ffl <fc -g- «I Sr 5 3 ng^ . 
87%) 

-ft: -a- «i « *» i» tt LC-MS €: ^ t> T i> ^ ft e> IS] ]e «r t7 o fc . 
10 W-#fflrM=434. 13 |iaiti[ <M+H)*=435. 2 
CIIJte«SJ19] 

^Jfe«s|i8iP«©;*rifeJrJ: ^ ^ nt&m2-(^1l^ hi\.it.^^ m <r> :^ p. 
JV'W^ J%\^. fl6l2«51(^^-^«f ^r-S-fii L fco -fc-^^fe 0«8g ttLC- 
MS^r ffi V^ X ^5- ^ ft c, ^ ^ fi^ o ^ „ 
15 [^JfeM20] 

i^-tmHo. 952<P gag 

5, 6--:^ ;^ f- /\' ^ ^ % y y" — yU-2-^ — /u 713 ng (4 aaoj) <0 
^ ^^n^-* A T 5 K (10 ml)®® h y 9^ /V r ? 836 m 1 (6 
nmoDR t;5 2-:/ d ^- ^ ^ =i h !/ /V 1176 ng (6 nmol) «r *P ^ 
20 80"CT-8fea*^ L^S:S , * * iJD ;t iff it -(? » ffi L . » SI 

» L . 2-((5, 6-i? -J^/W^ X-f 5 ¥ V — i^-2--< ^ ^JU) 

h y/uSrii59 Bg# it, (»tz 4i 99%) 
25 ^ C L7tKC»«Ji?ic*^k-:^ h y A 178iig(4. 90 

■Bol) , T h 7 tl K D 7 7 > (30 Ml ) S: JUU ;t . 2- ( (5. 6- > ^ 

>X^ ^ ^v' — /u-2-'i'/>-^sj-)/^/i^)^>'-lf:^;&/V'#ri ^ y/u 
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719 mg (2 - 4 5 bboI) RtP2,5-i^i^au^l^i?A^fru\} K 54 3 /x 
1(4. 90 nmoD^rAflx., 60*0 "C 40^> R fi # L e * Afl ^ fi^ ^- /V 

|gU^S$^r->y>fr 'J^'yi^:* 7^^^ o V v 7^ — ^ > m. ^ 
5 = 3 : 1) t?n¥»! U , 2-(<l-((2,5-i^pt ^A':7 nyU) ^ ) - 

5, 6-e^;< ^>'^'<^^X-(' 5 ^ y ^ -2-y( jv^ zt) :^ ^ ) ^ >^ if >- ;* 
jK h y yU 370 mg Sr „ (ItZ ^ 37%) 

2-((l-<<2, 5-'i>p« n/W) / ^yW)-5,6--:^ y« ^ > X ^ 

5 ^^y — ^U'-2->r >^^5j-)p»^^)^V-fef:/*X^5)f=:Fj;yv 165 mg 
10 (0.401 mmoDt: h /l- = >- (3 mDIC^^U, MeaSnN, 124 mg (0.602 

acL^y iJ -f 7 ^ o*^ h^77-f — (i^tifci ny«^>':pt 
— = 39:1)JC: J: U , ^JHfl2-a'/» $r75nig#*:. ( ltS£ Ji^ 

41%) 

15 ^ «b CO flfe s LC-MS « V'>T55'^«:a»bI^JE«rfi'o*:, 

tf »<tfM=454, 19 ^ JBStt (H+H)*=455. 2 
r^ffi0ij2l] 

^ife0>j2Otlni^tf3:*riSi:jcJ; O , fiiFl2*52<c: ^^-t-'fb'e-tt Sr#^o 
•ft-a^*!) <7^«SKfiLC-MS*ffi v> T fl: «» P> 151 «r ^7 -3 . 
20 [3ltt^22] 

•:^/V';?f-7'w<-i'2hp-:^;*/l, . - t^266i#, 171 7SK 

(1991^) lrt$oTW»Ufc, -^^t^tjt h-feyU:^-^ — -tf€r 

'>r) lc.t«jmHLfc. $e>ic:tt-h€><^«W (^^Y-•:^y^'•:*-7'• 
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y< ^ :i- a ij /i^ - ^ i :^ h u — Jft 27oe, ?.7.\H^ ( 1995^) ) tJC 

^lfi«»J22'C # P, ix 1 — 5 ngODiSttSt h >^ h ir ;3\r — -tf 
^ tf 50 ft I (D y y 7 — K ( 0. 5~ 3. 0 M NaCl ^ 50 mM h U |£ K 
pll 8-0) IC;^:* WO-fe^fe Sr^tf DMS0»«2 /xL SrAfl^fc^, |£Sf 

L T 0. 5 dM ^ =. yi^ — r 7 — t ;^ ^ — 7' o y — 7 
10 3::c:^yUT7=>*"'<9 — KoT:=y K (-'^y-J^Att) Sr^tfSO //L 

<D 1^ -fc aa 3t L X lassf « 56rS8-<*io 

-t<^t&:^x -fb-^feNo. 63, 64. 65. 143. 174. 256. 264, 272, 
311, 354, 319, 349. 358. 395. 401. 402, |r IC50 = 1 nM£tJblO 
15 nM7^» . -fb-a-feNo. 37. 50. 84. 115. 117. 119. 121. 123. 130. 
147, 168. 256. 320. 321. 324. 352, 355, 364, 380, 392, 398. 
444, 455. 459, 460. 506. 863. 866, 869{r IC50 = 10 nM4Ji±100 
nM^ T a § tS-te * K * , 

f, :^-=?--^iSM#-t^^«^iSo^K*3 itr/^jt {i f& field fflwe 

[^tt«24] 
25 tgffj<^»ife 

(No. 37) 50m g 



WO0(M)3!)97 PCT/JP99AU799 

*f 230ni « 

D^ilVN'bT':^:^^' 80m g 

sKUK-n/n^DyKV Urn B 

(^«e^2<^{fc^ffe) , K^HS J: a ^ :ff ^ ^ :^ 
7'i^«:iS#L, rixSrJJ^ytr^A'fnyKxo 20% oi ^ ^ — » JBf 



10 



J: TJf / * Tt f& i L -C fl^^ "f- 5 c: i: *s rT ig -X? ife S o 
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1 . TIExC ( 1 ) 

( 1 ) 

1 ~ 4 <D T /l'=^r L < tt^3(5 1 4 (O T yl' 3 ^ ->S , ^ 
10 R'X OfR'li — I:: Jie o T -0-CH,-0-, -O-CHj-CHj-O-t L < li-CIIj- 

Att. mi^-^s K«l'i>L<lt«SKIfe(0^3»ftl'-6<Dil:«ifcli 
^^^4^<OT>'u=^^u:^«, iaift'{>U<W:*SElfto«*S:€~i i<OT 
15 y~Wi^S> * ^ I* B4ft t U < ttMElftofift* , SI3!f *3 <fc UffiSEJI JS( 

UST, OH, NO,, CN, iiClB fc L < II ^J- tt*t(0«3(f » 6 <^ T'^J' * yu 

ie«ifc L< n 1$. (r> m Hit i -^-e <oTyuit->»u;!tyu*nyvs, mm. 
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Ett. COOR\ SO,R\ CONHR', SOaNIIR'. h 7 — /I' S . 5-±^:/ 

TJ\^^i^z^&=t^V. j^ + ldO. S, so,. NR*gr. — o't3U<li«» 
f;i *3 ft ^ gi^^S i U T l±^N u -i^ . oh. no,, cn. iff^fc 

mW:,0'^2(7)fie:Srf?-ro; 

Jtt, m;65 0j>^oAASKtfet, L < I4«ltift<0^3r5» 1 ~ 6 O Iff « 
Jtt. m«S0A>OAd5Klftt>U<H«5lHft<^>«*ft6~l l(DTy 

ifcd:«l^tt^B»±l-^^■c^>•c^>J: vNjJi *tt4~ 1 ©(^'^^r'DTy 

-i^^'XcoW-e-. eiftt>L<JiJftBlft<0«*»i~6<D|fi[«l. lil^ 
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J H . m jJJ 0;6> o Ai5 m idf -g- . * fc fi m I L < li 2 O » ^ » g 
10 NO,, CN, iff «( t L < IJ:^Jft4^(0^5(?JSfcl-' 6 <^ T/V'^/US, 

. g^/ws, hy/Nnj?i 7a:^yi'iK, Tt^y cook»&, 

20 tt«»fi-eH-en3aiS:{::ll^$ixTVNX t, ^ VN„ } ; 
Xtt, CHS; fc ri^SKM^ Sr^i-« 3 
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c 3- Jiga^<i)icS3v>r, 

4 . Ji^^ ( 1 ) j3V^X^ 
15 5 . Ji^S: ( 1 ) *5 V^T , 
6 . _h Si ( 1 ) ic: 33 v> X , 

y-/i>S, e^$*i,fc^3tHSIi:lo-ii(OTy-><-£. *fcttg«ttL 
26 -cfcSHSf^oiSSH^i^. ll2^i5J:0!|^3«V'»-rtLdM5II5«« 

7. _hle^(l)IC*JV^T, 
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— /w-S 

10 8. ± ( 1 ) :fo -C s 

Gi5/-CHi-^ -CHaCHj-^ -CH,CO-. -CII,CH,0-^ -CHjCONH-^ -CO-^ 
-SO,-. -CHsSO,-. -CH,S-*3tli-CH2CH,S--C3!>eillf*©«fiBB» 1 ^ — 

<0 E ^ Jb S¥ « $ n S 4£ o 
15 9 . JzlB^ ( 1 ) }r is v^-c . , 

R^St;«R«iS. H B^F I- ;?K « W -T^ > ^^oy^'M^, ^*»1~4©T 

^ S.O^R« 3&s^-ix-eix2*i:lc*3RJST X .'no -j*' -7 , ASt * «: i - 4 
10, ±8e 53: ( 1 ) jr ja T . 

E*JC00H4fc«7' h 9 '/-/wfi-efc « W3tt<^9fiHIR 1 ^ ~ 9 « 
1 1 . ( 1 ) v>T , 
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i«v^-md>i :^x^ * y y — /I'gg* 

13. &fj:<t t>l^5k<?3teffll^ 1 JS~lff 1 2 «v^Ti^*> i JgS^o 

IS ^ 6«i (d 1^ ^ $ n 2 & (4:^ e> « d S IE iffi j$ 4ii . 

14. Jgt ES SSI iffi fift » . l^a^t^iPB&JWiJiUf/-* 
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